10/620,252 



=> file caplus 

FILE 1 CAPLUS 1 ENTERED AT 11:34:10 ON 03 JUN 2004 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2004 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 



FILE COVERS 1907 - 3 Jun 2004 
FILE LAST UPDATED: 2 Jun 2004 



VOL 140 ISS 23 
(20040602/ED) 



This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d que 
LI 



STR 





Structure attributes must be viewed using STN Express query preparation. 
L3 250 SEA FI LE=REGI STRY SSS FUL LI 

L4 4 SEA FILE=CAPLUS L3 



=> d 14 1-14 ibib abs hitstr 



L4 ANSWER 1 OF 4 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CAPLUS COPYRIGHT 2004 ACS on STN 
2004:80681 CAPLUS 
140:146138 

Preparation of pyridylmethyl N-sulf onylbenzimidazolyl 
sulfoxides as prodrugs of proton pump inhibitors with 
improved aqueous solubility and bioavailability for 
use as anti-ulcer agents 



10/620,252 



INVENTOR(S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE:. 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Garst, Michael E . ; Sachs, George; Shin, Jai Moo 
USA 

PCT Int. Appl., 219 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



WO 


20040095 


83 


A2 




20040129 




WO 2003-US22419 


20030715 






WO 


2004009583 


A3 


20040318 
























W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 






CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 






GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 






LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


NO, 


NZ, 


OM, 






PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 


TJ, 


TM, 


TN, 






TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


VC, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 






KZ, 


MD, 


RU, 


TJ 




























RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, 


BG, 






CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 






NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 






GW, 


ML, 


nh , 


NE, 


SN, 


TD, 


TC 




















us 


20041024 


84 


Al 


20040527 




U£ 


! 2003-620252 


20030715 






PRIORITY APPLN. 


INFO 












US 2002- 


397459P 


P 


20020719 







OTHER SOURCE (S) 
GI 



MARPAT 140:146138 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Pyridylmethyl N-sulf onylbenzimidazolyl sulfoxides (shown as I-IV or 

isomers of II and III where the OCH3, and HF2CO groups, resp . are linked 
to the 6 position of the benzimidazole ring; R = substituted Ph, pyridyl, 
naphthyl, quinolinyl, quinoxalinyl , thienyl, benzo [b] thienyl , or R1R2Y-; Y 
is a straight-chained or branched disubs tituted alkyl of 1-8 carbons, or Y 
is N; Rl and R2 independently are H, a straight-chained or branched di- or 
trisubstituted alkyl, etc. (addnl. details including provisos are given in 
the claims) ; e.g. 3- [2- [3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy) pyridin-2- 
ylmethanesulfonyl] benzimidazole-l-sulf onyl ] benzoic acid (V)), prodrugs of 
proton pump inhibitors, have improved aq. soly. and bioavailability and 
can be used in combination with known anti-ulcer drugs. Data regarding 
aq. soly., stability in buffers, stability in plasma and inhibition of 
gastric acid secretion in rats (oral and i.v. administration) are provided 
for some examples of I-IV. Although the methods of prepn. are not 
claimed, example prepns . for .apprx.50 I-IV and many intermediates are 
included. For example, V was prepd. in 4 steps (53, 80, 94 % yields for 
steps 1-3) starting from 3-chlorosulfonylbenzoic acid and 

2- (3-nitrobenzenesulfonyl) ethanol and involving intermediates 

3- chlorosulfonylbenzoic acid 2- ( 3-nitrobenzenesulf onyl ) ethyl ester, 
3- [ [2- [ [ [3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy ) pyridin-2- 

yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl] benzoic acid 
2- ( 3-nitrobenzenesulf onyl ) ethyl ester and the Na salt of V. 
IT 651728-11-9P, 3- [ [2- [ [ [3-Methyl-4- (2 , 2 , 2-trif luoroethoxy) pyridin-2- 

yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl] benzoic acid sodium salt 
651728-23-3P, 2-[4-[ [2-[ [ [3-Methyl-4- (2,2,2- 

trif luoroethoxy) pyridin-2-yl] methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl] phenoxy] butyric acid sodium salt 651729-84-9P, 
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2- [4- [ [ 6-Methoxy-2- [ [ ( 4-methoxy-3, 5-dimethylpyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl] sulf onyl] phenoxy] acetic acid 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); RCT 

(Reactant); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 

(Biological study); PREP (Preparation); RACT (Reactant or reagent); USES 

(Uses) 

(drug candidate; prepn. of pyridylmethyl N-sulf onylbenzimidazolyl 
sulfoxides as prodrugs of proton pump inhibitors with improved aq. 
soly. and bioavailability for use as anti-ulcer agents) 
RN 651728-11-9 CAPLUS 

CN Benzoic acid, 3- [ [2- [ [ [3-methyl-4- (2, 2 , 2-trif luoroethoxy) -2- 

pyridinyl] methyl] sulf inyl] -lH-benzimidazol-l-yl ] sulf onyl] sodium salt 
(9CI) (CA INDEX NAME) 




RN 651728-23-3 CAPLUS 

CN Butanoic acid, 2-[4-[ [2-[ [ [3-methyl-4- (2 , 2 , 2-trif luoroethoxy) -2- 

pyridinyl] methyl] sulf inyl] -lH-benzimidazol-l-yl ] sulf onyl ] phenoxy] -, sodium 
salt (9CI) (CA INDEX NAME) 




O" CH- Et 



C0 2 H 



• Na 
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RN 651729-84-9 CAPLUS 

CN Acetic acid, [ 4- [ [ 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulf inyl ] -lH-benzimidazol-l-yl ] sulf onyl ] phenoxy] - (9CI) 
(CA INDEX NAME) 




IT 651728-10-8P, 3-[ [2-[ [ [3-Methyl-4- ( 2 , 2 , 2-trif luoroethoxy) pyridin-2- 
yl] methyl] sulf inyl ] benzimidazol-l-yl] sulf onyl ] benzoic acid 
651728-15-3P, [4-[ [2-[ [ [3-Methyl-4- (2 , 2 , 2-trif luoroethoxy ) pyridin- 
2-yl] methyl] sulf inyl ] benzimidazol-l-yl ] sulf onyl ] phenoxy] acetic acid sodium 
salt 651728-18-6P, 2-Methoxy-5- [ [2- [ [ [3-methyl-4- (2,2,2 
trifluoroethoxy) pyridin-2-yl]methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl ] benzoic acid sodium salt 651728-22-2P, 
2- [4- [ [2- [ [ [3-Methyl-4- (2 , 2 , 2-trif luoroethoxy ) pyridin-2- 
yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] phenoxy] butyric acid 
651728-27-7P, [ 3 , 5-Dimethyl-4- [ [2-[ [ [ 3-methyl-4- (2,2,2- 
trifluoroethoxy)pyridin-2-yl] methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl ] phenoxy] acetic acid sodium salt 651728-32-4P, 

6- [ [2- [3, 5-Dimethyl-4- [ [2- [ [ [ 3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy) pyridin-2- 
yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] phenoxy] acetyl] amino] hexanoi 
c acid sodium salt 651728-36-8P, 6- [ [ 2- [ 4- [ [2- [ [ [ 3-Methyl-4- 
(2, 2, 2-trif luoroethoxy) pyridin-2-yl]methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl ] phenoxy] acetyl ] amino] hexanoic acid 651728-38-0P, 
[4- [ [2- [ [ [4- (3-Methoxypropoxy) -3-methylpyridin-2- 

yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] phenoxy] acetic acid sodium 
salt 651728-41-5P, [4-[ [ 5-Methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethylpyridin-2-yl) methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl] phenoxy] acetic acid sodium salt 651728-42-6P, 
[4- [ [6-Methoxy-2- [ [ (4-methoxy-3, 5-dimethylpyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] phenoxy] acetic acid sodium 
salt 651728-48-2P, 4- [ [ 2- [ 3-Isopropyl-4- [ [2-[ [ [ 3-methyl-4- ( 2 , 2 , 2- 
trif luoroethoxy) pyridin-2-yl] methyl ] sulf inyl ] benzimidazol-l- 
yl ] sulf onyl ] phenoxy] acetyl ] amino] butyric acid sodium salt 
651728-52-8P, [ 2-Carboxymethoxy-4- [ [2-[ [ [ 3-methyl-4- (2,2,2- 
trif luoroethoxy) pyridin-2-yl ] methyl ] sulfinyl] benzimidazol-l- 
yl] sulf onyl] phenoxy] acetic acid disodium salt 651728-57-3P 
651728-60-8P, 2-Methoxy-5- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethylpyridin-2-yl)methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] benzoic 
acid sodium salt 651728-61-9P, 2-Methoxy-5- [ [ 6-methoxy-2- [ [ ( 4- 
methoxy-3, 5-dimethylpyridin-2-yl ) methyl] sulf inyl ] benzimidazol-l- 
yl] sulf onyl ] benzoic acid sodium salt 651728-66-4P, 

[2-Carboxymethoxy-4- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 
yl) methyl] sulf inyl ] benzimidazol-l-yl] sulf onyl ] phenoxy] acetic acid disodium 
salt 651728-67-5P, [2-Carboxymethoxy-4- [ [ 6-methoxy-2- [ [ (4- 
methoxy- 3, 5-dimethylpyridin-2-yl) methyl] sulf inyl] benzimidazol-l- 
yl ] sulf onyl ] phenoxy ] acetic acid disodium salt 651728-70-0P, 

[4- [ [5-Difluoromethoxy-2- [ [ (3, 4-dimethoxypyridin-2- 

yl) methyl] sulf inyl ] benzimidazol- 1-yl ] sulf onyl ] phenoxy] acetic acid sodium 
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salt 651728-71-1P, [4- [ [ 6-Dif luoromethoxy-2- [ [ (3,4- 
dimethoxypyridin-2-yl) methyl] sulf inyl] benzimidazol-1- 
yl] sulfonyl]phenoxy] acetic acid sodium salt 651728-75-5P, 
3- [ [5-Methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 

yl) methyl] sulfinyl] benzimidazol-l-yl] sulfonyl] benzoic acid sodium salt 

651728-76-6P, 3- [ [ 6-Methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] benzoic acid sodium salt 

651728 -7 9-9P, 3- [ [ 5-Dif luoromethoxy-2- [ [ (3, 4-dimethoxypyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl ] sulf onyl] benzoic acid sodium salt 

651728-80-2P, 3- [ [ 6-Dif luoromethoxy-2- [ [ (3, 4-dimethoxypyridin-2- 

yl) methyl] sul f inyl] benzimidazol-l-yl ] sulf onyl] benzoic acid sodium salt 

651728 -82 -4P, 3- [ [2- [ [ [4- ( 3-Methoxypropoxy ) -3-methylpyridin-2- 

yl] methyl] sulf inyl ] benzimidazol-l-yl ] sulf onyl ] benzoic acid sodium salt 

651728- 86-8P, 3- [ [ 5-Methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl ] sulfonyl] -4-methylbenzoic acid sodium 
salt 651728-87-9P, 3- [ [ 6-Methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethylpyridin-2-yl) methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] -4- 
methylbenzoic acid sodium salt 651728-89-1P, 
3- [ [2- [ [ [3-Methyl-4- (2, 2, 2-trif luoroethoxy ) pyridin-2- 

yl] methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] -4-methylbenzoic acid sodium 
salt 651728-91-5P, 3- [ [2- [ [ [4- (3-Methoxypropoxy) -3-methylpyridin- 

2- yl] methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] -4-methylbenzoic acid 
sodium salt 651728-94-8P, 3- [[ 5-Dif luoromethoxy-2- [[( 3, 4- 
dimethoxypyridin-2-yl) methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] -4- 
methylbenzoic acid sodium salt 651728-95-9P, 

3- [ [6-Dif luoromethoxy-2- [ [ (3, 4-dimethoxypyridin-2- 

yl) methyl] sulf inyl] benzimidazol-l-yl] sulf onyl ] -4-methylbenzoic acid sodium 
salt 651728-96-0P, [3, 5-Dimethyl-4- [ [ 5-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethylpyridin-2-yl) methyl] sulf inyl ] benzimidazol-l- 
yl] sulf onyl] phenoxy] acetic acid sodium salt 651728-97-1P, 
[3, 5-Dimethyl-4- [ [ 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 
yl) methyl] sulf inyl] benzimidazol-l-yl ] sulf onyl] phenoxy ] acetic acid sodium 
salt 651728-99-3P, [ 3, 5-Dimethyl-4- [ [2-[ [ [4- ( 3-methoxypropoxy ) -3- 
methylpyridin-2-yl] methyl] sulf inyl] benzimidazol-l- 
yl] sulf onyl ] phenoxy] acetic acid sodium salt 651729-04-3P, 
3- [2-Methoxy-5- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 
yl) methyl] sulf inyl ] benzimidazol-l-yl ] sulf onyl ] phenyl ] propionic acid sodium 
salt 651729-05-4P, 3- [ 2-Methoxy-5- [ [ 6-methoxy-2- [ [ ( 4-methoxy-3 , 5- 
diraethylpyridin-2-yl) methyl] sulfinyl] benzimidazol-l- 
yl] sulf onyl ] phenyl ] propionic acid sodium salt 651729-07-6P, 
3- [2-Methoxy-5- [ [2- [ [ [3-methyl-4- (2, 2, 2-trif luoroethoxy) pyridin-2- 
yl] methyl] sulf inyl] benzimidazol-l-yl] sulf onyl] phenyl] propionic acid sodium 
salt 651729-13-4P, [ [ 3-Isopropyl-4- [ [ 5-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethylpyridin-2-yl) methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] -5- 
methylphenyl] oxy] acetic acid sodium salt 651729-14-5P, 
[ [3-Isopropyl-4- [ [ 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin-2- 
yl) methyl] sulf inyl ] benzimidazol-l-yl ] sulfonyl] -5-methylphenyl ] oxy] acetic 
acid sodium salt 651729-17-8P, [ [4- [ [2- [ [ [ 3-Methyl-4- (2, 2, 2- 
trif luoroethoxy) pyridin-2-yl] methyl ] sulf inyl] benzimidazol-l-yl] sulfonyl] -3- 
isopropyl-5-methylphenyl] oxy] acetic acid sodium salt 651729-22-5P 
, 2- (Carboxymethoxy) -5- [ [2- [ [ [3-methyl-4- ( 2, 2 , 2-trif luoroethoxy) pyridin-2- 
yl] methyl] sulf inyl ] benzimidazol-l-yl ] sulf onyl] benzoic acid disodium salt 

651729- 25-8P, 2- (Carboxymethoxy) -5- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3 , 5- 
dimethylpyridin-2-yl) methyl] sulfinyl] benzimidazol-l-yl] sulfonyl] benzoic 
acid disodium salt 651729-27-0P, 2- (Carboxymethoxy) -5- [[ 6- 

methoxy-2- [ [ ( 4-methoxy-3, 5-dimethylpyridin-2-yl ) methyl] sulf inyl ] benzimidaz 

01- l-yl] sulf onyl] benzoic acid disodium salt 651729-36-1P, 
[4-[ [2-[ [ [3-Methyl-4- (2, 2, 2-trifluoroethoxy) pyridin-2- 

yl] methyl] sulfinyl] benzimidazol-l-yl] sulf onyl ] phenoxy] acetic acid 
651729-50-9P, 3- [ [4- [ [ 5-Methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethylpyridin- 

2- yl) methyl] sulf inyl ] benzimidazol-l-yl ] sulfonyl] -3, 5-dimethylphenyl] oxy] - 
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2, 2-dimethylpropionic acid sodium salt 651729-53-2P, 
[4-[ [5-Methoxy-2- [ [ ( 4-methoxy~3 , 5-dimethylpyridin-2- 
yl) methyl] sulf inyl] benzimidazol-l-yl] sulf onyl] phenoxy] acetic acid 
651729-69-0P, 4-Methoxy-3- [ [ 5~methoxy-2- [ [ ( 4-methoxy-3 , 5- 
dimethylpyridin-2-yl) methyl] sulf inyl] benzimidazol-l-yl ] sulfonyl] benzoic 
acid sodium salt 651729-78-1P, 3- [ 4- [ [ 5-Methoxy-2- [ [ ( 4-methoxy- 
3, 5-dimethylpyridin-2-yl) methyl] sul f inyl ] benzimidazol-l- 
yl] sulf onyl ] phenoxy] -2 , 2-dimethylpropionic acid sodium salt 
651729-92-9P, 3- [4- [ [ 5-Methoxy-2- [ [ (4-methoxy-3, 5-dimethylpyridin- 
2 -yl) methyl] sulf inyl] benzimidazol-l-yl] sulfonyl] phenyl] propanoic acid 
sodium salt 651729-94-1P, [ 3-Isopropyl-4- [ [ 2- [ [ [ 3-methyl-4- 
(2, 2, 2-trifluoroethoxy)pyridin-2-yl] methyl] sulf inyl ] benzimidazol-l- 
yl ] sulf onyl ] phenoxy] acetic acid sodium salt 651729-95-2P, 
4-Methoxy-3- [ [2- [ [ [ 3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy ) pyridin-2- 
yl]methyl] sulf inyl ] benzimidazol-l-yl] sulf onyl] benzoic acid sodium salt 
651729-96-3P, 3- [4- [ [2- [ [ [3-Methyl-4- (2,2,2- 

trif luoroethoxy) pyridin-2-yl] methyl] sulf inyl ] benzimidazol-l- 
yl] sulf onyl ] phenyl ] propionic acid sodium salt 651729-97-4P, 
2,2-Dimethyl-3-[4- [ [2- [ [ [3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy) pyridin-2- 
yl] methyl] sulf inyl ] benzimidazol-l-yl] sulf onyl] phenoxy] propionic acid 
sodium salt 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); SPN (Synthetic 
preparation); THU (Therapeutic use) ; BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(drug candidate; prepn. of pyridylmethyl N-sulf onylbenzimidazolyl 
sulfoxides as prodrugs of proton pump inhibitors with improved aq. 
soly. and bioavailability for use as anti-ulcer agents) 
RN 651728-10-8 CAPLUS 

CN Benzoic acid, 3- [ [ 2- [ [ [ 3-methyl-4- ( 2 , 2 , 2-t ri f luoroethoxy ) -2- 

pyridinyl] methyl] sulf inyl ] -lH-benzimidazol-l-yl ] sul f onyl ] - (9CI) (CA 
INDEX NAME) 




RN 651728-15-3 CAPLUS 

CN Acetic acid, [ 4- [[ 2- [[[ 3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy) -2- 

pyridinyl] methyl] sulf inyl ] -lH-benzimidazol-l-yl ] sul f onyl] phenoxy] - , sodium 
salt (9CI) (CA INDEX NAME) 
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O- CH2-CO2H 



• Na 



RN 651728-18-6 CAPLUS 

CN Benzoic acid, 2-methoxy-5- [ [2- [ [ [ 3-methyl-4- (2 , 2, 2-trif luoroethoxy) -2- 
pyridinyl] methyl] sulfinyl] -lH-benzimidazol-l-yl ] sul f onyl ] - , sodium salt 
(9CI) (CA INDEX NAME) 




C02H 



OMe 



• Na 



RN 651728-22-2 CAPLUS 

CN Butanoic acid, 2- [ 4- [ [ 2- [ [ [ 3-methyl-4- (2 , 2 , 2-trif luoroethoxy ) -2- 

pyridinyl] methyl] sulfinyl] -lH-benzimidazol-l-yl] sul f onyl ] phenoxy] - (9CI) 
(CA INDEX NAME) 
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0- CH~ Et 



C02H 



RN 651728-27-7 CAPLUS 

CN Acetic acid, [ 3, 5-dimethyl-4- [ [2-[ [ [3-methyl-4- (2, 2, 2-trif luoroethoxy ) -2- 
pyridinyl]methyl] sulfinyl] -lH-benzimidazol-l-yl] sulf onyl ] phenoxy] -, sodium 
salt (9CI) (CA INDEX NAME) 




0- CH2-CO2H 



• Na 



RN 651728-32-4 CAPLUS 

CN Hexanoic acid, 6- [ [ [ 3 , 5-dimethyl-4- [ [ 2- [ [ [ 3-methyl-4- ( 2 , 2 , 2- 

trifluoroethoxy) -2-pyridinyl] methyl] sulfinyl] -lH-benzimidazol-1- 

yl] sulfonyl] phenoxy] acetyl] amino] -, monosodium salt (9CI) (CA INDEX NAME) 
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• Na 

RN 651728-36-8 CAPLUS 

CN Hexanoic acid, 6- [ [ [4- [ [2- [ [ [ 3-methyl-4- (2 , 2 , 2 - -trif luoroethoxy) -2- 

pyridinyl] methyl] sulfinyl] -lH-benzimidazol-l-yl ] sulf onyl ] phenoxy] acetyl] am 
ino]- (9CI) (CA INDEX NAME) 



O- CH2-CF3 




0-CH2-C~NH- (CH2)5~C02H 
0 



RN 651728-38-0 CAPLUS 

CN Acetic acid, [ 4- [ [ 2- [ [ [ 4- ( 3-methoxypropoxy ) -3-methyl-2- 

pyridinyl] methyl] sulfinyl] -lH-benzimidazol-l-yl] sulf onyl] phenoxy] 
salt (9CI) (CA INDEX NAME) 



sodium 
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0- CH2^C02H 



• Na 



RN 651728-41-5 CAPLUS 

CN Acetic acid, [ 4- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -lH-benzimidazol-l-yl ] sulf onyl ] phenoxy] 
salt (9CI) (CA INDEX NAME) 




• Na 

RN 651728-42-6 CAPLUS 

CN Acetic acid, [ 4- [ [ 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -lH-benzimidazol-l-yl ] sulf onyl ] phenoxy] 
salt (9CI) (CA INDEX NAME) 
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• Na 



RN 651728-48-2 CAPLUS 

CN Butanoic acid, 4- [ [ [3- ( 1-methylethyl ) -4- [ [2- [ [ [3-methyl-4- (2 , 2 , 2- 
trifluoroethoxy) -2-pyridinyl ] methyl] sulf inyl] -lH-benzimidazol-1- 
yl] sulfonyl] phenoxy] acetyl] amino] monosodium salt (9CI) (CA INDEX NAME) 




0-CH2-C— NH- (CH2)3"C02H 



0 



• Na 



RN 651728-52-8 CAPLUS 

CN Acetic acid, 2 , 2 ' - [ [ 4- [ [ 2- [ [ [ 3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy ) -2- 
pyridinyl] methyl] sulf inyl] -lH-benzimidazol-l-yl] sulfonyl] -1,2- 
phenylene]bis (oxy) ]bis-, disodium salt (9CI) (CA INDEX NAME) 
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0= S=0 



— 0- CH2-CO2H 



O— CH2-C02H 



• 2 Na 



RN 651728-57-3 CAPLUS 

CN L-Glutamic acid, N- [ [ 3 , 5-dimethyl-4- [ [2- [ [ [ 3 -methyl- 4- (2,2,2- 

trifluoroethoxy) -2-pyridinyl] methyl] sulfinyl] -lH-benzimidazol-1- 
yl]sulfonyl]phenoxy] acetyl]-, mono sodium salt (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• Na 



RN 651728-60-8 CAPLUS 

CN Benzoic acid, 2-methoxy-5- [ [ 5-methoxy-2- [ [ ( 4-methoxy-3, 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -lH-benzimidazol-l-yl ] sulfonyl] -, sodium salt 
(9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE 1-B 



^ Me 



RN 
CN 



651729-93-0 CAPLUS 

Benzoic acid, 3- [ [2- [ [ [ 3-methyl-4- ( 2 , 2 , 2-trif luoroethoxy ) -2- 
pyridinyl] methyl] sulf inyl ] -lH-benzimidazol-l-yl] sulfonyl] -, 
2- [ (4-methylphenyl) sulfonyl] ethyl ester (9CI) (CA INDEX NAME) 



Me 



O- CH2-CF3 
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R2 



Rl- 



R3 



II 




III 




AB The title compds . HetlXSOHet2 [I; Hetl = II; X = CHR10; Het2 = III; R1-R3 
= H, alkyl, fluoroalkyl, etc.; R6-R9 = H, alkyl, haloalkyl, etc.; R10 = H, 
alkyl; R15 = S02R21(R17); R17 = alkyl, haloalkyl, alkoxy, etc.; R21 = 
(un) substituted aralkyl, heteroarylalkyl] which are prodrugs of the 
pyridyl Me sulfinyl benzimidazole type proton pump inhibitor drugs having 
a hydrolyzable arylsulfonyl or heteroarylsulf onyl group attached to the 
benzimidazole nitrogen, were prepd. Thus, reacting 2- ( { [ 3-methyl-4- ( 2, 2 , 2- 
trif luoroethoxy) -2-pyr idyl ] methyl } sulfinyl) -lH-benzimidazole with 
pyridine-3-sulfonyl chloride in the presence of Et3N in CH2C12 afforded 
the title compd. IV. The prodrugs I hydrolyze under physiol. conditions 
to provide the proton pump inhibitors with a half life measurable in 
hours, and are capable of providing sustained plasma concns. of the proton 
pump inhibitor drugs for longer time than presently used drugs. The 
generation of the proton pump inhibitor drugs from the prodrugs of the 
invention (I) under physiol. conditions allows for more effective 
treatment of several diseases and conditions caused by gastric acid 
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secretion (e.g., ulcers). Biol, data for compds . I were given. 
IT 259182-45-1P 259182-47-3P 259182-49-5P 
259182-51-9P 259182-53-1P 259182-54-2P 
259182-55-3P 259182-56-4P 259182-57-5P 
259182-58-6P 259182-59-7P 259182-60-0P 
259182-61-1P 259182-62-2P 259182-63-3P 
259182-64-4P 259182-65-5P 259182-66-6P 
259182-67-7P 259182-68-8P 259182-69-9P 
259182-70-2P 259182-71-3P 259182-72-4P 
259182-73-5P 259182-74-6P 259182-75-7P 
259182-76-8P 259182-77-9P 259182-78-0P 
259182-79-1P 259182-80-4P 259182-81-5P 
259182-82-6P 259182-83-7P 259182-84-8P 
259182-85-9P 259182-86-0P 259182-87-1P 
259182-93-9P 259182-94-0P 259182-95-1P 
259182-96-2P 259182-97-3P 259182-98-4P 

259182- 99-5P 259183-00-1P 259183-01-2P 

259183- 02-3P 259183-03-4P 259183-04-5P 
259183-05-6P 259183-06-7P 259183-07-8P 
259183-08-9P 259183-09-0P 259183-10-3P 
259183-11-4P 259183-23-8P 259183-24-9P 
259183-25-0P 259183-27-2P 259183-28-3P 
259183-29-4P 259183-31-8P 259183-32-9P 
259183-33-0P 259183-34-1P 259183-35-2P 
259183-36-3P 259183-37-4P 259183-38-5P 
259183-39-6P 259183-40-9P 259183-41-0P 
259183-42-1P 259183-43-2P 259183-44-3P 
259183-45-4P 259183-46-5P 259183-47-6P 
259183-59-0P 259183-62-5P 259183-63-6P 
259183-64-7P 259183-65-8P 259183-66-9P 

259183- 67-0P 259183-81-8P 259183-82-9P 

259184- 59-3P 519182-51-5P 519182-92-4P 
519182-93-5P 519182-94-6P 519182-95-7P 
519182-96-8P 519182-97-9P 519182-98-0P 

519182- 99-1P 519183-00-7P 519183-01-8P 

519183- 03-OP 519183-05-2P 519183-06-3P 
519183-07-4P 519183-08-5P 519183-09-6P 
519183-10-9P 519183-11-OP 519183-12-1P 
519183-16-5P 519183-17-6P 519183-18-7P 
519183-19-8P 519183-20-1P 519183-21-2P 
519183-22-3P 519183-23-4P 519183-24-5P 
519183-25-6P 519183-26-7P 521093-87-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of benzimidazole derivs . as prodrugs of proton pump inhibitors) 
RN 259182-45-1 CAPLUS 

CN lH-Benzimidazole, 5-methoxy~2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl)methyl]sulfinyl]-l-(phenylsulfonyl)- (9CI) (CA INDEX NAME) 
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RN 259182-47-3 CAPLUS 

CN lH-Benzimidazole, 6-methoxy-2- [ [ (4-methoxy-3, 5-dimethyl-2- 

pyridinyl)methyl]sulfinyl]-l- (phenylsulf onyl ) - (9CI) (CA INDEX NAME) 




S- Ph 



II 

O 



RN 259182-49-5 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-chlorophenyl ) sulf onyl] -5-methoxy-2- [ [ (4-methoxy- 
3,5-dimethyl-2-pyridinyl)methyl]sulfinyl]- (9CI) (CA INDEX NAME) 



Me 




CI 



RN 259182-51-9 CAPLUS 

CN lH-Benzimidazole, 1- [ (4-chlorophenyl) sulf onyl] -6-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethyl-2-pyridinyl ) methyl] sulf inyl]- (9CI) (CA INDEX NAME) 




CI 



RN 259182-53-1 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-bromophenyl ) sulf onyl] -5-methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethyl-2-pyridinyl)methyl]sulfinyl]- (9CI) (CA INDEX NAME) 
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Br 



RN 259182-54-2 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-bromophenyl ) sulfonyl] -6-methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethyl-2-pyridinyl) methyl] sulfinyl] - (9CI) (CA INDEX NAME) 




Br 



RN 259182-55-3 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-f luorophenyl) sulfonyl] -5-methoxy-2- [ [ (4-methoxy- 
3 , 5-dimethyl-2-pyridinyl) methyl] sulfinyl]- (9CI) {CA INDEX NAME) 




| Me 
0= s=o 




F 



RN 259182-56-4 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-f luorophenyl ) sulfonyl] -6-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethyl-2-pyridinyl) methyl] sulfinyl] - (9CI) (CA INDEX NAME) 
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RN 259182-57-5 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3, 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -1- [ ( 4-methylphenyl ) sulfonyl] - (9CI) (CA INDEX 
NAME) 



MeO x 




0= s=o 




Me 



RN 259182-58-6 CAPLUS 

CN lH-Benzimidazole, 6-methoxy-2- [ [ ( 4-methoxy-3 , 5 -dimethyl -2- 

pyridinyl) methyl] sulfinyl] -1- [ ( 4-methylphenyl ) sulfonyl] - (9CI) (CA INDEX 
NAME) 



OMe 



MeO 




RN 259182-59-7 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3, 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -1- [ ( 4-methoxyphenyl ) sulfonyl] - (9CI) 
NAME) 



(CA INDEX 
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OMe 



RN 259182-60-0 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -1- [ [3- ( trif luoromethyl) phenyl] sulfonyl] - (9CI) 
(CA INDEX NAME) 




F 3 C 



RN 259182-61-1 CAPLUS 

CN lH-Benzimidazole, 6-methoxy-2- [ [ ( 4-methoxy-3, 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -1- [ [3- (trif luoromethyl) phenyl] sulfonyl] - (9CI) 
(CA INDEX NAME) 




F3C 



RN 259182-62-2 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3, 5-dimethyl-2- 
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pyridinyl) methyl] sulfinyl] -1- [ [4- ( trif luoromethoxy) phenyl] sulfonyl] - (9CI) 
(CA INDEX NAME) 




0-CF3 



RN 259182-63-3 CAPLUS 

CN lH-Benzimidazole, 6-methoxy-2- [ [ ( 4-methoxy-3 , 5 -dimethyl- 2- 

pyridinyl) methyl] sulfinyl] -1- [ [ 4- (trif luoromethoxy ) phenyl] sulfonyl] - ( 9CI ) 
(CA INDEX NAME) 




O- CF3 



RN 259182-64-4 CAPLUS 

CN lH-Benzimidazole, 2- [ [ [3-methyl-4- (2 , 2 , 2-trif luoroethoxy ) -2- 

pyridinyl] methyl] sulfinyl] -1- (phenylsulf onyl ) - (9CI) (CA INDEX NAME) 




S-Ph 

II 

0 

RN 259182-65-5 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-chlorophenyl ) sulfonyl] -2- [ [ [3-methyl-4- (2,2,2- 
trif luoroethoxy) -2-pyridinyl] methyl] sulfinyl] - (9CI) (CA INDEX NAME) 
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CI 



RN 259182-66-6 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-bromophenyl ) sulfonyl] -2- [ [ [3-methyl-4- (2,2,2- 
trifluoroethoxy) -2-pyridinyl] methyl] sulfinyl] - (9CI) (CA INDEX NAME) 




Br 



RN 259182-67-7 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-f luorophenyl ) sulfonyl] -2- [ [ [ 3-methyl-4- (2 , 2 , 2- 
trifluoroethoxy) -2-pyridinyl] methyl] sulfinyl] - (9CI) (CA INDEX NAME) 




F 



RN 259182-68-8 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-methylphenyl ) sulfonyl ] -2- [ [ [3-methyl-4- (2,2,2- 
trifluoroethoxy) -2-pyridinyl]methyl] sulfinyl]- (9CI) (CA INDEX NAME) 
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CM 2 

CRN 521093-85-6 

CMF C23 H23 N3 08 S3 




H0 3 S 



IT 259183-92-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(prepn. of benzimidazole derivs . as prodrugs of proton pump inhibitors) 
RN 259183-92-1 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] thio] -1- (phenylsulf onyl ) - (9CI) (CA INDEX NAME) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The title compds . HetlXSOHet2 [I; Hetl = II-III; X = CHR10, IV, V, etc.; 

Het2 = VI -VI I I (where N in the benzimidazole moiety represents that one of 
the ring carbons may be exchanged for an unsubstituted N atom) ; R1-R3 = H, 
alkyl, fluoroalkyl, etc.; R4, R5 = H, alkyl, fluoroalkyl, etc.; R6-R9 = H, 
alkyl, haloalkyl, etc.; R10 = H, alkyl; R10 may form an alkylene chain 
together with R3; Rll, R12 = H, halo, alkyl, etc.; R15 = 

P(0R16)02R16(R17) , SOR16(R17), etc.; R16 = alkyl, morpholino, piperidino, 
etc.; R17 = alkyl, haloalkyl, alkoxy, etc.] which are prodrugs of the 
pyridyl Me sulfinyl benzimidazole type proton pump inhibitor drugs having 
a hydrolyzable sulfinyl or arylsulfonyl group attached to the 
benzimidazole nitrogen, or a group that forms a Mannich base with the 
benzimidazole nitrogen, were prepd. Thus, reacting 2- ( { [ 3-methyl-4- (2, 2 , 2- 
trif luoroethoxy) -2-pyridyl ] methyl } sulfinyl ) -lH-benzimidazole with 
pyridine-3-sulf onyl chloride in the presence of Et3N in CH2C12 afforded 
the title compd. IX. The prodrugs I hydrolyze under physiol. conditions 
to provide the proton pump inhibitors with a half life measurable in 
hours, and are capable of providing sustained plasma concns . of the proton 
pump inhibitor drugs for longer time than presently used drugs. The 
generation of the proton pump inhibitor drugs from the prodrugs of the 
invention (I) under physiol. conditions allows for more effective 
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treatment of several diseases and conditions caused by gastric acid 
secretion (e.g., ulcers). Biol, data for compds . I were given. 
IT 259182-45-1P 259182-47-3P 259182-49-5P 
259182-51-9P 259182-53-1P 259182-54-2P 
259182-55-3P 259182-56-4P 259182-57-5P 
259182-58-6P 259182-59-7P 259182-60-0P 
259182-61-1P 259182-62-2P 259182-63-3P 
259182-64-4P 259182-65-5P 259182-66-6P 
259182-67-7P 259182-68-8P 259182-69-9P 
259182-70-2P 259182-71-3P 259182-72-4P 
259182-73-5P 259182-74-6P 259182-75-7P 
259182-76-8P 259182-77-9P 259182-78-0P 
259182-79-1P 259182-80-4P 259182-81-5P 
259182-82-6P 259182-83-7P 259182-84-8P 
259182-85-9P 259182-86-0P 259182-87-1P 
259182-93-9P 259182-94-0P 259182-95-1P 
259182-96-2P 259182-97-3P 259182-98-4P 

259182- 99-5P 259183-00-1P 259183-01-2P 

259183- 02-3P 259183-03-4P 259183-04-5P 
259183-05-6P 259183-06-7P 259183-07-8P 
259183-08-9P 259183-09-OP 259183-10-3P 
259183-11-4P 259183-23-8P 259183-24-9P 
259183-25-0P 259183-27-2P 259183-28-3P 
259183-29-4P 259183-31-8P 259183-32-9P 
259183-33-0P 259183-34-1P 259183-35-2P 
259183-36-3P 259183-37-4P 259183-38-5P 
259183-39-6P 259183-40-9P 259183-41-0P 
259183-42-1P 259183-43-2P 259183-44-3P 
259183-45-4P 259183-46-5P 259183-47-6P 
259183-52-3P 259183-53-4P 259183-54-5P 
259183-55-6P 259183-56-7P 259183-57-8P 
259183-58-9P 259183-59-0P 259183-60-3P 
259183-61-4P 259183-62-5P 259183-63-6P 
259183-64-7P 259183-65-8P 259183-66-9P 
259183-67-0P 259183-72-7P 259183-81-8P 
259183-82-9P 259184-59-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation); USES (Uses) 

(prepn. of ben z imidazole derivs . as prodrugs of proton pump inhibitors) 
RN 259182-45-1 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulf inyl ] -1- (phenylsulf onyl ) - (9CI) (CA INDEX NAME) 




RN 259182-47-3 CAPLUS 

CN IH-Benzimidazole, 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl) methyl] sulfinyl] -1- (phenylsulf onyl ) - (9CI) (CA INDEX NAME) 
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S~ Ph 



O 

RN 259182-49-5 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-chlorophenyl ) sulfonyl] -5-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethyl-2-pyridinyl) methyl] sulfinyl] - (9CI) (CA INDEX NAME) 




CI 



RN 259182-51-9 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-chlorophenyl ) sulfonyl ] -6-methoxy-2- [ [ (4-methoxy- 
3, 5-dimethyl-2-pyridinyl) methyl] sulfinyl] - (9CI) (CA INDEX NAME) 




CI 



RN 259182-53-1 CAPLUS 

CN lH-Benzimidazole, 1- [ ( 4-bromophenyl ) sulfonyl] -5-methoxy-2- [ [ ( 4-methoxy-3, 5- 
dimethyl-2-pyridinyl ) methyl] sulfinyl] - (9CI) (CA INDEX NAME) 
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IT 259183-92-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(prepn. of benzimidazole derivs . as prodrugs of proton pump inhibitors) 
RN 259183-92-1 CAPLUS 

CN lH-Benzimidazole, 5-methoxy-2- [ [ ( 4-methoxy-3 , 5 -dimethyl- 2- 

pyridinyl ) methyl ] thio] -1- (phenylsulfonyl) - (9CI) (CA INDEX NAME) 
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AB Some N-sul f onylated benzimidazoles, I [R = H, CI, Rl = H, N02, Z = (CH2)2, 
SCH2, S, N02 position = 2,4], were synthesized as potential antiviral 
agents. I [R = Rl = H, Q = (CH2)2] and, to a lesser extent, I [R = Cl, Rl 
= H, Q = (CH2)2], showed activity against two RNA viruses at micromolar 
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RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
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study); PREP (Preparation) 
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Prodrugs of the pyridyl methyl sulfinyl benzimidazole type proton pump 
inhibitor drugs have a hydrolyzable arylsulfonyl or heteroarylsulf onyl 
group attached to the benzimidazole nitrogen. The prodrugs of the 
invention hydrolyze under physiological conditions to provide the proton 
pump inhibitors with a half life measurable in hours, and are capable of 
providing sustained plasma concentrations of the proton pump inhibitor 
drugs for longer time than presently used drugs. The generation of the 
proton pump inhibitor drugs from the prodrugs of the invention under 
physiological conditions allows for more effective treatment of several 
diseases and conditions caused by gastric acid secretion. 
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EXEMPLARY CLAIM: 1 
LINE COUNT: 1002 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB Prodrugs of the pyridyl methyl sulfinyl benzimidazole type proton pump 

inhibitor drugs have a hydrolyzable sulfinyl or arylsulfonyl group 
attached to the benzimidazole nitrogen, or include a group that forms a 
Mannich base with the benzimidazole nitrogen. The prodrugs of the 
invention hydrolyze under physiological conditions to provide the proton 
pump inhibitors with a half life measurable in hours, and are capable of 
providing sustained plasma concentrations of the proton pump inhibitor 
drugs for longer time than presently used drugs. The generation of the 
proton pump inhibitor drugs from the prodrugs of the invention under 
physiological conditions allows for more effective treatment of several 
diseases and conditions caused by gastric acid secretion. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 259182-45-1P 259182-47-3P 259182-49-5P 

259182-51-9P 259182-53-1P 259182-54-2P 
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259182-58-6P 259182-59-7P 259182-60-0P 

259182-61-1P 259182-62-2P 259182-63-3P 

259182-64-4P 259182-65-5P 259182-66-6P 

259182-67-7P 259182-68-8P 259182-69-9P 

259182-70-2P 259182-71-3P 259182-72-4P 

259182-73-5P 259182-74-6P 259182-75-7P 

259182-76-8P 259182-77-9P 259182-78-0P 

259182-79-1P 259182-80-4P 259182-81-5P 

259182-82-6P 259182-83-7P 259182-84-8P 
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259182- 99-5P 259183-00-lP 259183-01-2P 
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RN 259182-47-3 US PAT FULL 

CN lH-Benzimidazole, 6-methoxy-2- [ [ ( 4-methoxy-3 , 5-dimethyl-2- 

pyridinyl)methyl]sulfinyl]-l-(phenylsulfonyl)- (9CI) (CA INDEX NAME) 
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